Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 
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< * Welcome to STN International ********** 

Web Page URLs for STN Seminar Schedule - N. America 
"Ask CAS" for self-help around the clock 
ACD predicted properties enhanced in REGISTRY/ZREGISTRY 
MATHDI removed from STN 

CA/CAplus-Canadian Intellectual Property Office (CIPO) added 
to core patent offices 

New CAS Information Use Policies Effective October 17, 2005 
STN (R) AnaVist(TM), Version 1.01, allows the export /download 
of CAplus documents for use in third-party analysis and 
visualization tools 

Free KWIC format extended in full-text databases 

DIOGENES content streamlined 

EPFULL enhanced with additional content 

CA/CAplus - Expanded coverage of German academic research 
REGISTRY/ZREGISTRY on STN ( R) enhanced with experimental 
spectral property data 

CAS REACT (R) - Over 10 million reactions available 
2006 MeSH terms loaded in MEDLINE /LMEDLINE 

2006 MeSH terms loaded for MEDLINE file segment of TOXCENTER 



IPC reform 



NEWS EXPRESS JANUARY 03 CURRENT VERSION FOR WINDOWS IS V8.01, 

CURRENT MACINTOSH VERSION IS V6.0c(ENG) AND V6.0Jc{JP), 
AND CURRENT DISCOVER FILE IS DATED 19 DECEMBER 2005. 
V8.0 USERS CAN OBTAIN THE UPGRADE TO V8.01 AT 
http: //download. cas . org/express/v8 . 0-Discover/ 



NEWS DCOST SINCE APPROXIMATELY 20:00 COLUMBUS TIME DECEMBER 29, 
SOME ONLINE COST DISPLAYS HAVE BEEN SHOWING COSTS IN 
2006 PRICES FOR STN COLUMBUS FILES. THIS HAS BEEN 
CORRECTED. PLEASE BE ASSURED THAT YOU WILL BE BILLED 
ACCORDING TO 2005 PRICES UNTIL JAN 1. PLEASE CONTACT 
YOUR LOCAL HELP DESK IF YOU HAVE ANY QUESTIONS. WE 
APOLOGIZE FOR THE ERROR. 



NEWS HOURS STN Operating Hours Plus Help Desk Availability 

NEWS INTER General Internet Information 

NEWS LOGIN Welcome Banner and News Items 

NEWS PHONE Direct Dial and Telecommunication Network Access to STN 

NEWS WWW CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 



All use of STN is subject to the' provisions of the STN Customer 



agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

************* STN Columbus *************** 
FILE 1 HOME 1 ENTERED AT 09:28:42 ON 09 JAN 2006 



=> file registry 
COST IN U.S. DOLLARS 



FULL ESTIMATED COST 



SINCE FILE TOTAL 
ENTRY SESSION 
0.21 0.21 



FILE ' REGISTRY 1 ENTERED AT 09:28:50 ON 09 JAN 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 8 JAN 2006 HIGHEST RN 8714 65-69-9 
DICTIONARY FILE UPDATES: 8 JAN 2006 HIGHEST RN 871465-69-9 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH JULY 14, 2005 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

********************************************************************* 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 
********************************************************************* 



Structure search iteration limits have been increa'sed. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http: //www. cas . org/ONLINE/UG/regprops . html 

=> 



Uploading C:\Program Files\Stnexp\Queries\10524451\10524451 . str 




chain nodes : 

10 11 12 13 14 15 16 17 18 
ring nodes : 



123456789 
chain bonds : 

8-10 11-12 11-13 12-14 14-15 15-16 15-18 16-17 
ring bonds : 

I- 2 1-6 2-3 3-4 4-5 5-6 
exact/norm bonds : 

5-7 6-9 7-8 8-9 8-10 11-12 12-14 
exact bonds : 

II- 13 14-15 15-16 
normalized bonds : 
1-2 1-6 2-3 3-4 4-5 5-6 



5-7 6-9 7-8 8-9 



15-18 16-17 



Match level : 

l:Atom 2:Atom 3:Atom 4:Atom 5:Atom 6:Atom 7:Atom 8:Atom 9:Atom 10:CLASS 
11: CLASS 12: CLASS 13: CLASS 14: CLASS 15: CLASS 16: CLASS 17: CLASS 18: CLASS 



LI 



STRUCTURE UPLOADED 



=> d 

LI HAS NO ANSWERS 

LI STR 

/ Structure 1 in file .gra / 



Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 09:29:12 FILE 1 REGISTRY 1 
SAMPLE SCREEN SEARCH COMPLETED - 64 TO ITERATE 



100.0% PROCESSED 64 ITERATIONS 

SEARCH TIME: 00.00.01 



0 ANSWERS 



FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH **COMPLETE** 
PROJECTED ITERATIONS: 800 TO 1760 

PROJECTED ANSWERS: 0 TO 0 



L2 



0 SEA SSS SAM LI 



=> s 11 full 

FULL SEARCH INITIATED 09:29:39 FILE 'REGISTRY 1 
FULL SCREEN SEARCH COMPLETED - 1333 TO ITERATE 



100.0% PROCESSED 1333 ITERATIONS 

SEARCH TIME: 00.00.01 



0 ANSWERS 



L3 
=> 



0 SEA SSS FUL LI 



- — Logging off of STN 



=> 



Executing the logoff script. 



=> LOG Y 



COST IN U.S. DOLLARS 
FULL ESTIMATED COST 

STN INTERNATIONAL LOGOFF AT 09:30:48 



SINCE FILE TOTAL 

ENTRY SESSION 

167.82 168.03 

ON 09 JAN 2006 



Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID:SSPTAYLC1626 

PASSWORD: 
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★ * 


* * 


★ 


NEWS 


1 






NEWS 


2 






NEWS 


3 


SEP 


09 


NEWS 


4 


OCT 


03 


NEWS 


5 


OCT 


04 


NEWS 


6 


OCT 


13 


NEWS 


7 


OCT 


17 


NEWS 


8 


OCT 


27 


NEWS 


9 


OCT 


27 


NEWS 


10 


OCT 


27 


NEWS 


11 


NOV 


14 


NEWS 


12 


NOV 


30 


NEWS 


13 


DEC 


05 


NEWS 


14 


DEC 


14 


NEWS 


15 


DEC 


14 


NEWS 


16 


DEC 


14 


NEWS 


17 


DEC 


16 


NEWS 


18 


DEC 


21 


NEWS 


19 


DEC 


23 



r * Welcome to STN International ********** 

Web Page URLs for STN Seminar Schedule - N. America 
"Ask CAS" for self-help around the clock 
ACD predicted properties enhanced in REGISTRY/ZREGISTRY 
MATHDI removed from STN 

CA/CAplus-Canadian Intellectual Property Office (CIPO) added 
to core patent offices 

New CAS Information Use Policies Effective October 17, 2005 
STN (R) AnaVist(TM), Version 1.01, allows the export /download 
of CAplus documents for use in third-party analysis and 
visualization tools 

Free KWIC format extended in full-text databases 

DIOGENES content streamlined 

EPFULL enhanced with additional content 

CA/CAplus - Expanded coverage of German academic research 
REGISTRY/ZREGISTRY on STN (R) enhanced with experimental 
spectral property data 

CAS REACT ( R) - Over 10 million reactions available 
2006 MeSH terms loaded in MEDLINE /LMEDLINE 



IPC reform 



NEWS EXPRESS 



NEWS DCOST 



JANUARY 03 CURRENT VERSION FOR WINDOWS IS V8.01, 
CURRENT MACINTOSH VERSION IS V6.0c(ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 19 DECEMBER 2005. 
V8.0 USERS CAN OBTAIN THE UPGRADE TO V8.01 AT 
http: //download. cas . org/express/v8 . 0-Discover/ 

SINCE APPROXIMATELY 20:00 COLUMBUS TIME DECEMBER 29, 
SOME ONLINE COST DISPLAYS HAVE BEEN SHOWING COSTS IN 
2006 PRICES FOR STN COLUMBUS FILES. THIS HAS BEEN 
CORRECTED. PLEASE BE ASSURED THAT YOU WILL BE BILLED 
ACCORDING TO 2005 PRICES UNTIL JAN 1. PLEASE CONTACT 
YOUR LOCAL HELP DESK IF YOU HAVE ANY QUESTIONS. WE 
APOLOGIZE FOR THE ERROR. 



NEWS HOURS STN Operating Hours Plus Help Desk Availability 
NEWS INTER General Internet Information 



NEWS LOGIN 
NEWS PHONE 
NEWS WWW 



Welcome Banner and News Items 

Direct Dial and Telecommunication Network Access to STN 
CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

************* STN Columbus *************** 
FILE 'HOME' ENTERED AT 10:02:21 ON 09 JAN 2006 
=> file registry 

COST IN U.S. DOLLARS SINCE FILE TOTAL 



FILE 1 REGISTRY 1 ENTERED AT 10:02:37 ON 09 JAN 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 8 JAN 2006 HIGHEST RN 871465-69-9 

DICTIONARY FILE UPDATES: 8 JAN 2006 HIGHEST RN 8714 65-69-9 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH JULY 14, 2005 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

* ++ ^^^^ + ^^^^ + ******************************************************** 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 

********************************************************************* 

Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : //www . cas . org/ONLINE/UG/regprops . html 



FULL ESTIMATED COST 



ENTRY 
0.21 



SESSION 
0.21 



=> 

Uploading C: \Program Files\Stnexp\Queries\10524 4 51\10524 4 51a . str 




chain nodes : 

7 8 9 10 11 12 13 14 

ring nodes : 

1 2 3 4 5 6 

chain bonds : 

7-8 7-9 8-10 10-11 11-12 11-14 12-13 
ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 

exact/norm bonds : 

7-8 8-10 11-14 12-13 

exact bonds : 

7-9 10-11 11-12 

normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 



Match level : 

l:Atom 2: Atom 3: Atom 4: Atom 5: Atom 6: Atom 7: CLASS 8: CLASS 9: CLASS 10: CLASS 
11: CLASS 12: CLASS 13: CLASS 14: CLASS 



LI STRUCTURE UPLOADED 

=> d 

LI HAS NO ANSWERS 

LI STR 

/ Structure 2 in file .gra / 



Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 10:03:15 FILE 1 REGISTRY ' 
SAMPLE SCREEN SEARCH COMPLETED - 4 88 TO ITERATE 

100.0% PROCESSED 488 ITERATIONS 6 ANSWERS 

SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH **COMPLETE** 
PROJECTED ITERATIONS: 8435 TO 11085 

PROJECTED ANSWERS: 6 TO 266 

L2 6 SEA SSS SAM LI 

=> s 11 full 

FULL SEARCH INITIATED 10:03:32 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 9853 TO ITERATE 



100.0% PROCESSED 9853 ITERATIONS 

SEARCH TIME: 00.00.01 



128 ANSWERS 



L3 



128 SEA SSS FUL LI 



=> file caplus 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
167.38 



TOTAL 
SESSION 
167.59 



FULL ESTIMATED COST 



FILE 'CAPLUS 1 ENTERED AT 10:04:06 ON 09 JAN 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996) , unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 9 Jan 2006 VOL 144 ISS 3 
FILE LAST UPDATED: 8 Jan 2006 (20060108/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http: //www. cas . org/inf opolicy . html 



=> s 13 
L4 



54 L3 



=> d ibib abs hitstr 30-45 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S> : 

PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE ! 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1998:501276 
129: 170511 

Use of quinoxalines in three-way combinations with 
protease inhibitors and reverse transcriptase 
inhibitors as a drug for treating AIDS end/or HIV 
infections 

Paessens, Arnold; Blunck, Martin; Riess, Guenter; 

Kleim, Joerg- Peter; Roesner, Manfred 

Bayer A. -G. , Germany 

Ger . Often. , 22 pp. 

CODEN: GWXXBX 

Patent 

German 

1 
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Absolute stereochemistry. 

/ Structure 3 in file .gra / 



(Continued} 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DE 


19703131 






Al 




19980730 




DE 1997-19703131 




19970129 


CA 


2278773 






AA 




19980730 




CA 1998-2278773 




19980115 


WO 


9832442 






Al 




19980730 




WO 1998-EP197 




199B0115 




W: AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, BY, CA, CH, 


CN, 


CU, C2, DE, 




DK, 


EE, 


ES, 


FI, 


GB, 


GE, 


GH, 


GM, 


GW, HU, ID, IL, 


IS, 


JP, KE, KG, 




KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, LV, MD, MG, 


MK, 


MN, MW, MX, 




NO, 


NZ, 


PL, 


PT, 


RO, 


RU, 


SD, 


SE, 


SG, SI, SK, SL, 


TJ, 


TM, TR, TT, 




UA, 


UG, 


US, 


UZ, 


VN, 


YU, 


ZW, 


AM, 


AZ, BY, KG, KZ, 


MD, 


RU, TJ, TM 




RW: GH, 


GM, 


KE, 


LS, 


MW, 


SD, 


SZ, 


UG, 


ZW, AT, BE, CH, 


DE, 


DK, ES, FI, 




FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, SE, BF, BJ, 


CF, 


CG, CI, CM, 




GA, 


GN, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 








AU 


9860940 






Al 




19980818 




AU 1998-60940 




19980115 


EP 


977570 






Al 




20000209 




EP 1998-905297 




19980115 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, IT, LI, LU, 


NL, 


SE, MC, PT, 




IE, 


SI, 


LT, 


LV, 


FI 














BR 


9807523 






A 




20000321 




BR 1998-7523 




19980115 


JP 


2001511124 




T2 




20010807 




JP 1998-531540 




19980115 


ZA 


9600679 






A 




19980805 




ZA 1998-679 




19980128 


NO 


9903670 






A 




19990910 




NO 1999-3670 




1999072B 


MX 


9907077 






A 




20000531 




MX 1999-7077 




19990729 


PRIORITY APPLN. 


INFO . : 












DE 1997-19703131 




A 19970129 



WO 1998-EP197 



W 19980115 



AB Quinoxaline derivs. in combination with protease inhibitors and reverse 

transcriptase inhibitors inhibited HIV replication in human lymphocytes. 

Such 3-way combinations are synergistic and may be used to treat persons 

with HIV infections or AIDS. 
IT 191703-69-5, AM 11686 

RL : BAC (Biological activity or effector, except adverse); BPR 
(Biological 

process); BSU (Biological study, unclassified); BIOL (Biological study); 
PROC (Process) 

(AIDS and HIV infections treatment by combinations of quinoxalines and 
reverse transcriptase inhibitors with protease inhibitors such as) 

RN 181703-69-5 CAPLUS 

CN Butanediamide, 

Nl-I (lS,2R)-2-hydroxy-3-( (2-methylpropyl) (methylsulf onyl) am 

ino) -1- (phenylmethyl ) propyl J -2- ( (2-quinolinylcarbonyl ) amino] (2S) - 

(9CI) 

(CA INDEX NAME) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 
173, 550. 



CAPLUS COPYRIGHT 2006 ACS on STN 
1998:352596 CAPLUS 
129:28216 

Antiretroviral hydrazine derivatives 

Fassler, Alexander; Bold, Guido; Lang, Marc; Bhagwat, 

Shripad; Schneider, Peter 

Novartis Corp., USA 

U.S., 122 pp., Cont,-in-part of U.S. Ser. No. 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



US 5753652 
PRIORITY APPLN. INFO. : 



CODEN : USXXAM 

Patent 

English 



KIND 
A 



DATE 

19980519 



APPLICATION NO. 



US 1995-416420 
CH 1991-1962 

US 1992-907497 

CH 1992-3942 

US 1993-173550 



19950404 
A 19910703 

Bl 19920701 

A 19921223 

A2 19931223 
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Structure 5 in file -gra / 



(Continued) 



IT 149267-50-5P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(preparation of peptidyl antiretroviral hydrazine derivs.) 
RN 149267-50-5 CAPLUS 

CN L-Valine, N- (phenylacetyl ) -, 2- [ (2S, 3S) -2-hydroxy-3- 

{ (methylsulfonyl) amino) -4-phenylbutyl] -2- (phenylmethyl ) hydrazide (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 6 in file .gra / 



REFERENCE COUNT: 
THIS 



THERE ARE 50 CITED REFERENCES AVAILABLE FOR 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 



MAR PAT 129:28216 

Peptides R1R2NCR3R4CR5R6CH2NR7NR8R9 [Rl, R9 « H, (un) substituted 
alkoxycarbonyl, aryloxycarbonyl, or an amino acid residue; R2, R8 - H or 
Rl or R9; R3, R4 «■ H, alkyl, cycloalkyl, aryl, heterocyclyl, alkenyl or 



OTHER SOURCE (S) : 



R3 



and R4 together form (un) substituted alkylene, alkylidene, or benzo-fused 
alkylene; R5 - OH, R6 - H or R5R6 « oxo; R7 - alkyl, cycloalkylalkyl , 
bicycloalkylalkyl, arylalkyl, etc.) were prepared as antiviral agents. 
Thus, 

1- (2 (S) -acetoxy-3 (S ) - [ {N- ( 2-methoxyethoxycarbonyl ) -L-valyl ) amino] -4- 

phenylbutyl}-l- (cyclohexylmethyl ) -2- [N- (2-methoxyethoxycarbonyl) -L- 
valyl) hydrazine was prepared via intermediate H- I PheNNCha ] -H HC1 salt, 

where 

I PheNNCha) is the divalent residue of 3 (S) -amino-4-phenyl-l- (N- 

cyclohexylmethylhydrazino)butan-2 (S) -ol . 
IT 14926B-11-1P 14926S-12-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of peptidyl antiretroviral hydrazine derivs.) 
RN 14926B-11-1 CAPLUS 

CN Methanesulfonamide, N- I (IS, 2S) -2-hydroxy-l- (phenylmethyl) -3- 1 1- 

(phenylmethyl)hydrazino]propyll-, dihydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 4 in file .gra / 

RN 149268-12-2 CAPLUS 

CN Hydrazinecarboxylic acid, 

2- { <2S, 3S) -2-hydroxy-3- [ (methylsulfonyl ) amino) -4- 

phenylbutyl] -2- (phenylmethyl)-, 1 , 1-dimethylethyl ester (9C1) (CA INDEX 
NAME) 



Absolute stereochemistry. 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S ) : 
SOURCE : 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION : 



1998:157421 CAPLUS 
128:204795 

Preparation of THF-containing sulfonamides as 
inhibitors of aspartyl protease 
Tung, Roger D. 

Vertex Pharmaceuticals Inc., USA 

U.S., 30 pp., Cont.-in-part of U.S. Ser. No. 393,460, 

abandoned. 

CODEN: USXXAM 

Patent 

English 



PATENT NO. 






KIND 


DATE 




APPLICATION NO. 




DATE 


US 


5723490 






A 




19980303 




US 


1995-424819 




19950419 


EP 


885867 






A2 




19981223 




EP 


1998-113921 




19930907 


EP 


885867 






A3 




19990203 












EP 


885887 






Bl 




20030528 














R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, FR, 


GB, 


GF 


, IT, LI, LU, 


NL, 


SE, MC, PT, 


IE 

US 


5585397 






A 




19961217 




US 


1993-142327 




19931124 


US 


5763701 






A 




19980721 




US 


1995-393460 




19950223 


CA 


2217737 






AA 




19961024 




CA 


1996-2217737 




19960418 


WO 


9633184 






Al 




19961024 




WO 


1996-US5475 




19960418 




W: AL, 


AM, 


AT, 


AU, 


AZ, 


BB, BG, 


BR, 


, BY 


, CA, CH, CN, 


CZ, 


DE, DK, EE, 




ES, 


FI, 


GB, 


GE, 


HU, 


IS, JP, 


KE, 


KG 


i, KP, KR, KZ, 


LK, 


LR, LS, LT, 






LV, 


MD, 


MG, 


MK, 


MN, MW, 


MX, 


, NO, NZ, PL, PT, 


RO, 


RU, SD, SE, 




SG, 


SI 






















RW: KE, 


LS, 


MW, 


SD, 


SZ, 


UG, AT, 


BE, 


, CH 


1, DE, DK, ES, 


FI, 


FR, GB, GR, 




IE, 


IT, 


LU, 


MC, 


NL, 


PT, SE, 


BF, 


, BJ 


, CF, CG, CI, 


CM, 


GA, GN, ML 


AU 


9655596 






Al 




19961107 




AU 


1996-55596 




19960418 


AU 


706732 






B2 




19990624 












CN 


1181755 






A 




19960513 




CN 


1996-193364 




19960418 


EP 


846110 






Al 




19980610 




EP 


1996-912942 
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/ Structure 7 in file .gra / 

AB THF-containing sulfonamides (THF) R1NHCKDCH (OH ) CH2ND' S02E (I, Rl - CO, 
S02, 

COCO, etc.; D, D' » aryl, carbocyclyl, heterocyclyl , alkyl, alkenyl; E * 
alkenyl, Het, O(Het) , (Het) (Het), etc. with Het ■ carbocyclyl, aryl, 
heterocyclyl), which are aspartyl protease inhibitors, were prepared. 

E.g., 

epoxide II was treated with isobutylamine, 4-FC6H4S02C1, then deprotected 
and treated with N-succinimidyl- (S) -3-tetrahydrof uranyl carbonate to give 
a THF-containing sulfonamide. I are particularly well suited for 
inhibiting 

HIV-1 and HIV-2 protease activity and consequently, may be advantageously 
used as anti-viral agents against the HIV-1 and HIV-2 viruses. 

IT 203851-89-2P 

RL: BAC (Biological activity or effector, except adverse); BSU 

(Biological 

study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of THF-containing sulfonamides as inhibitors of aspartyl 
protease) 

RN 203651-89-2 CAPLUS 

CN Carbamic acid, 1 3- ( (cyclopentylmethyl ) t (phenylmethyl ) sulfonyl ) amino) -2- 
hydroxy-1- (phenylmethyl)propyl ) -, tetrahydro-3-f uranyl ester, 
(3S-I3R* (1R*,2S*) ) )- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 8 in file .gra / 
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CN 1H-Benz[e) indolium, 2-[7-l3-[4-[ [ I3-[ < 4-boronobenzoyl ) amino) -2- 
hydroxypropyl) amino) sul f onyl )butyl J -1 , 3-dihydro-l, l-dimethyl-2H- 

benz[e)indol-2-ylidene)-l, 3, 5-heptatrienyl J -1, l-dimethyl-3- (4-sul f obutyl) - 
, inner salt (9CI) (CA INDEX NAME) 

/ structure 10 in file .gra / 
RN 191232-00-5 CAPLUS 

CN 3H-Indolium, 2- ( 5- 1 1- ( 4- ( { 1 3- ( (4-boronobenzoyl) amino) -2- 

hydroxypropyl)amino)sulfonyllbutyU-5-(2- I <2, 5-dioxo-l-pyrrolidinyl)oxy) -2- 

oxoethyl)-l,3-dihydro-3, 3-dimethyl-2H-indol-2-ylidene)-l, 3-pentadienyl ) -5- 
(2- [ (2, 5-dioxo-l-pyrrolidinyl) oxy) -2-oxoethyl ) -3, 3-dimethyl-l- (4- 
sulfobutyl)-, inner salt (9CI) (CA INDEX NAME) 



/ Structure 11 in file .gra / 



/ Structure 12 in file .gra / 



AB The invention provides novel labeled boronic acid conjugates / Structure 13 in file .gra / 

(VW2W1)R1C6H3B(0H)2 (V « reporter moiety such as a chromophore or 
fluorophore, e.g. cyanine dye; W2 » bond or organic linker moiety; Wl is 

a 

*S02NR2, «CONR2 or 'CH2N+R22 bound at the *-marked atom to the Ph ring; 

Rl 

- H or an electron withdrawing substituent group; and each R2 - H or an 
optionally hydroxylated and optionally Cl-6-alkoxylated Cl-6-alkyl) and 
salts thereof, e.g. for use in assays for cis-diols such as glycated 

blood 

proteins, having enhanced water-solubility and storage stability. For 
example, 

I was prepared by adding xylene-cyanole-S02Cl to a MeOH solution of 
4-H2NCH2CH(0H)CH2NHC(O)C6H4B(OH)2, II, containing DMF and NaHC03 buffer 

(pH 

8.6); II was prepared from 4- (benzotriazolyloxycarbonyl ) phenylboronic 

acid, 

III, and 1, 3-diamino-2-propanol in pyridine; III was prepared by adding 
1-hydroxybenzotriazole and N, N' -dicyclohexylcarbodiimide in DMF to 
4-carboxyphenylboronic acid, IV, in DMF; IV was prepared by oxidizing 
4-roethylphenylboronic acid with KMn04 in alkaline solution I has an 
absorption 

maximum at 616 nm with an extinction coefficient - 70,000 L mol-1 cm-1 
and is 

significantly more stable than boronic acids previously used for blood 
assay. 

IT 191231-99-9F 191232-00-5P 

RL: ARG (Analytical reagent use); SPN (Synthetic preparation); ANST 
(Analytical study); PREP (Preparation); USES (Uses) 

(preparation of labeled boronic acid derive, with improved stability 

and 

water solubility for blood assays) 
RN 191231-99-9 CAPLUS 
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/ Structure 14 in file .gra / 

AB The title compds. I (A - 3-tetrahydrofuryloxycarbonyl; D' - 

(un) substituted alkyl; E - (un) substituted aryl) are prepared This 
invention also relates to pharmaceutical compns. comprising these compds. 
The compds. and pharmaceutical compns. of this invention are particularly 
well suited for inhibiting HIV-1 and HIV-2 protease activity and 
consequently, may be advantageously used as antiviral agents against the 
HIV-1 and HIV-2 viruses. This invention also relates to methods for 
inhibiting the activity of HIV aspartyl protease using the compds. of 

this 

invention and methods for screening compds. for anti-HIV activity. The 
title compds. inhibit HIV replication at concentration of £ 100 nM. 

IT 160230-12-6P 160231-8B-9P 

RL: BAC (Biological activity or effector, except adverse); BSU 

(Biological 

study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of sulfonamide inhibitors of aspartyl protease) 
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/ Structure 17 in file .gra / 

AB Aa-E-NR8CHR9H (OH) CH2NHCH2CH (OH) CHR9NR8-E-Ab (Aa, Ab - H, alkyl, R3C(:Z), 
R3S02, R3R4NS02, R3R4NC(:Z), R3SCCO), R5R6R7COC ( : Z ) ; E - a single bond 

or 

a peptide chain containing 1 to 4 amino acids, the N-terminus of which is 
bonded to Aa or Ab; R3, R4 - H, alkyl, aryl, carbocyclyl; R5, R6, R7 « H, 
alkyl, aryl, carbocyclyl, fluorenyl, alkynyl, alkenyl; R5, R6, and R7 

may. 

independently, be joined together with the carbon atom to which they are 
to form a mono-, bi- or tricyclic carbocyclic ring system; R8 - 



part of another group, unless otherwise indicated, the terms "alk." or 
"alkyl" denote a straight or branched chain satd. radical contg. 1 to 12 
carbons in the normal chain, optionally substituted by one or more groups 
selected from (un) protected OH, oxo (with the proviso that the carbon 
bearing the oxo group is not adjacent to a heteroatom) , C02H, halo, 
alkoxy, aryloxy, alkoxycarbonyl, etc.) or salts thereof, which inhibit 
retroviral protease and are particularly useful in the treatment and/or 
prevention of HIV infection (AIDS), are prepd. Thus, bis < 3-amino-2- 
hydroxy-4-phenylbutyl) amine deriv. (I; R * H) was condensed with 
L-tert-leucine deriv. (HO-Q) using l-ethyl-3- (3- 

dimethylaminopropyDcarbodiimide hydrochloride and HOBT in DMF/CH2CH2 at 
0* to room temp, to give the title compd. I (R = 0) • The latter 
compd. at 10 nM in vitro inhibited 991 HIV protease and showed IC50 of 
0.012 mm which was the concn. of drug that increased the formazan 
prodn. in CEM-SS cells infected with the RF strain of HIV to 50* of that 
produced by uninfected cells in the absence of drug. 

IT 162539-61-99 162538-63-1P 

RL: BAC (Biological activity or effector, except adverse); BSU 

(Biological 

study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of aminediol-containing peptide analogs as retroviral 

protease 

inhibitors for treatment of HIV infection (AIDS)) 
RN 162539-61-9 CAPLUS 

CN ll-Thia-2, 6, 10-triazatetradecanoic acid, 
4, B-dihydroxy-13, 13-dimethyl-3, 9- 

bis (phenylmethyl)-, 1, 1-dimethylethyl ester, 11, 11-dioxide, 

(3S-(3R*,4S*,8S%9RMJ- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure IB in file .gra / 

RN 162539-63-1 CAPLUS 

CN ll-Thia-2, 6, 10-triazatridecanoic acid, 4, 8-dihydroxy-12, 12-dimethyl-3, 9- 
bis (phenylmethyl)-, 1, 1-dimethylethyl ester, 11, 11-dioxide, 
[3S-|3R*,4S«,BS*,9RM)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 19 in file .gra / 

IT 162536-B7-OP 162S36-8B-1P 

RL: RCT (Roactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of aminediol-containing peptide analogs as retroviral 

protease 

inhibitors for treatment of HIV infection (AIDS)) 
RN 162536-87-0 CAPLUS 

CN ll-Thia-2, 6, 10-triazatetradecanoic acid, 

4, 8-dihydroxy-13, 13-diroethyl-3, 9- 

bis (phenylmethyl) -6- I (2- (trimethylsilyl)ethoxy)cerbonyl)-, 

1, 1-dimethylethyl ester, 11, 11-dioxide, (3S-(3R*,4S*,85*,9R*)J- (9CI) 

(CA 

INDEX NAME) 
Absolute stereochemistry. 
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/ Structure 20 in file .gra / 
RN 162536-68-1 CAPLUS 

CN ll-Thia-2, 6, 10-triazatridecanoic acid, 4, 8-dihydroxy-12, 12-dimethyl-3, 9- 
bis (phenylmethyl) -6-1 [2- ( trimethylsilyl) ethoxy) carbonyl ) -, 
1, 1-dimethylethyl eater, 11, 11-dioxide, | 3S- (3R* , 4S*, 8S*, 9R* ) ) - (9CI) 

{CA 

INDEX NAME) 
Absolute stereochemistry. 
/ structure 21 in file .gra / 
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/ Structure 22 in file .gra / 



AB Combinations of a quinoxaline derivative (I; Rl = halo, OH, N02, 
(substituted) 

amino, N3, CF3, CF30, Cl-8 alkyl, CN, (substituted) Ph, N-heterocyclyl, 
etc.; R2, R5 » H, OH, Cl-6 alkoxy, aryloxy, Cl-6 acyloxy, CN, 
(substituted) amino, (substituted) Cl-8 alkyl, (substituted) C2-8 
alkenyl , 

(substituted) C3-8 alkynyl, (substituted) C3-8 cycloalk (en) yl, etc.; R3, 
R4 = H, (substituted) Cl-8 alkyl, (substituted) C2-8 alkenyl, 
(substituted) C3-8 cycloalk (en) yl, (substituted) aryl, etc.; or R3R4 or 
R3R5 complete a (substituted) ring; X - O, S, Se, NR2; n = 0-4] and a 
peptidomimetic protease inhibitor are useful for treatment of HIV 
infections and AIDS. Thus, I (Rl - 6-MeO, R2 - R3 « H, R4 = (S)-MeSCH2, 
R5 = i-Pr02C, X - S] (0.7-6 nM) and saquinavir (6-50 nM) synergiatically 
inhibited syncytium formation in HIV-infected human lymphocytes in vitro. 
IT IB1703-69-5 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 
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study, unclassified); THU (Therapeutic use); BIOL (Biological study); 

USES 

(Usea) 

(use of quinoxalines and protease inhibitors for treatment of AIDS and 

HIV infections) 
RN 181703-69-5 CAPLUS 
CN Butanediamide, 

Nl-( (lS,2R)-2-hydroxy-3-( <2-methylpropyl) (methylsulfonyl)am 

ino) -1- (phenylmethyl) propyl] -2- [ (2-quinolinylcarbonyl ) amino] (2S) - 

(9CI) 

(CA INDEX NAME) 
Absolute stereochemistry. 
/ Structure 23 in file .gra / 
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2 



PATENT NO. 






KIND 


DATE 




APPLICATION NO. 




DATE 


WO 


96222B7 






Al 




19960725 




WO 1996-US607 




19960116 




W: AL, 


AM, 


AT, 


AU, 


A2, 


BB, BG, 


BR, 


BY, CA, CH, CN, 


CZ, 


DE, DK, EE, 




ES, 


FI, 


GB, 


GE, 


HU, 


IS, JP, 


KE, 


KG, KP, KR, KZ, 


LK, 


LR, LS, LT, 




LU, 


LV, 


MD, 


MG, 


MK, 


MN, MW, 


MX, 


NO, NZ, PL, PT, 


RO, 


RU, SD, SE, 




SG, 


SI 




















RW: KE, 


LS, 


MW, 


SD, 


SZ, 


UG, AT, 


BE, 


CH, DE, DK, ES, 


FR, 


GB, GR, IE, 




IT, 


LU, 


MC, 


NL, 


PT, 


SE, BF, 


BJ, 


CF, CG, CI, CM, 


GA, 


GN, ML, MR, 


CA 


2210889 






AA 




19960725 




CA 1996-2210889 




19960118 


AU 
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Al 




19960607 




AU 1996-47008 




19960118 


EP 


804428 






Al 




19971105 




EP 1996-902700 




1996011B 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, FR, 


GB, 


GR, IT, LI, LU, 


NL, 


SE, PT, IE 


JP 


11500105 






T2 




19990106 




JP 1996-522362 




19960118 


EP 


1586558 






A2 




20051019 




EP 2005-13695 




19960118 


EP 


1586558 






A3 




20051026 












R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, FR, 


GB, 


GR, IT, LI, LU, 


NL, 


SE, PT, IE 


US 


6143747 






A 




20001107 




US 1998-875025 




19980226 


US 


6384036 






Bl 




20020507 




US 2000-635896 




20000811 


US 


2003013751 




Al 




20030116 




US 2002-76607 




20020219 


US 


2004063771 




Al 




20040401 




US 2003-417340 




20030417 



PRIORITY APPLN. INFO. 



US 1995-376337 
EP 1996-902700 
WO 1996-US607 
US 1998-875025 
US 2000-635696 
US 2002-76607 



A3 19960118 
W 19960118 
Al 19960226 
Al 20000811 
Al 20020219 



OTHER SOURCE (S) : 



MARPAT 125:222459 



/ Structure 24 in file .gra / 



AB R10RHNSOw(CR7RB)tCHRlC(:Y)NR6CHR2CH(OH5CH2NR3SOxR4 (Rl » H, CH2S02NH2, 
CH2S02Me, C02Me CONH2. alkyl, haloalkyl, heterocycloalkyl, amino acid 

side 

chain (derivative), etc.; R2 » halo, N02, cyano, CF3, (substituted) 
alkyl, 



L4 
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cycloalkyl, cycloalkylalkyl, aryl, heteroaryl, etc.; R3 *• alkyl, alkenyl, 
alkynyl, haloalkyl, hydroxyalkyl, alkoxyalkyl, alkylthioalkyl, 
alkylsulf inylalkyl, alkylthioalkyl, arylthioalkyl, heteroaryl, etc.; R4 = 
alkyl, alkenyl, alkynyl, haloalkyl, hydroxyalkyl, alkoxyalkyl, aryl, 
aralkyl, thioalkyl, heteroaryl, heterocycloalkyl, etc.; R6, R8 - H, 
alkyl; 

R7 = C02H, amidino, Rl; R1R7 - atoms to form a cycloalkyl or heterocyclyl 
ring; RIO, Rll - H, alkyl, hydroxyalkyl, alkoxyalkyl, cycloalkyl, 
heterocycloalkyl, aryl, aralkyl, heteroaryl, thioalkyl, alkylthioalkyl, 
etc.; R10R11N «• heterocyclo, aralkylheterocyclo, heteroaryl, etc.; x, w ■ 

0- 2; t » 0-6; Y - O, S, NH] , were prepd. Thus, 3- (4-morpholinosulf onyl) - 
2 (R ) -methylpropionic acid (prepn. given) in DMF was treated with 
hydroxybenzotriazole, EDC, and 3 (S) -amino-1- IN- <2-methylpropyl) -N- ( 4- 
raethoxyphenylsulfonyl ) amino) -4-phenyl-2 (R)-butanol (prepn. given) to give 
title compd. (I). I inhibited HIV protease with IC50 = 10 nM. 

IT 157443-M-6P 15B005-96-6P 159005-87-7P 

RL: RCT (Reactant); SPN {Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of bis (sulfonamido hydroxyethylamino peptide analogs as 
retroviral protease inhibitors) 
RN 157445-94-8 CAPLUS 
CN Carbamic acid, 

( (1S,2R) -2-hydroxy-3- ( (3-methylbutyl ) (methylsulfonyl) amino) - 

1- (phenylmethyl) propyl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ structure 25 in file .gra / 

RN 159005-96-6 CAPLUS 
CN Carbamic acid, 

[ (lS,2R)-2-hydroxy-3-l (3-methylbutyl) (propylsulfonyl) amino) - 

l-(phenylmethyl)propyl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 26 in file .gra / 

RN 159005-97-7 CAPLUS 
CN Carbamic acid, 

| <lS,2S)-2-hydroxy-3-{ (3-methylbutyl) (methylsulfonyl ) amino) - 

1- (phenylmethyl )propyl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 27 in file .gra / 
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19930824 


AT 


154800 


E 


19970715 


AT 


1993-920213 




19930824 


ES 


2103488 


T3 


19970916 


ES 


1993-920213 




19930824 


US 


5714605 


A 


19980203 


US 


1995-541350 




19951010 


US 


5760076 
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19980602 


US 


1995-541747 




19951010 


US 


6022994 
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20000208 


US 


1998-41016 




19980312 


US 


6313345 


Bl 


20011106 


US 


1999-419816 




19991018 


US 


2002137942 


Al 


20020926 


us 


2001-884462 




20010620 


US 


6469207 


B2 


20021022 
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Al 
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us 
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us 
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us 


1992-935490 


B2 


19920825 










us 


1993-110912 


A3 


19930824 










us 


1995-541350 


Al 


19951010 










us 


1995-541747 


Al 


19951010 










us 


1998-41016 


Al 


19980312 










us 


1999-419816 


Al 


19991018 










us 


2001-884462 


Al 


20010620 










us 


2002-237184 


Al 


20020909 



OTHER SOURCE (S) : 



MAR PAT 12 4:176937 



/ Structure 28 in file .gra / 

AB Succinoylamino hydroxyethylamino sulfonamide compds. I or a 

pharmaceutically acceptable salt or ester thereof, wherein p represents 

0, 

1 or 2; n represents either 0 or 1; X' represents N(R34) or 0; or R33X 1 
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represents cycloalkyl or aryl radicals; Y and Y 1 each independently 
represent O or S; Rl, R30, R31 and R32 each independently represent 
hydrogen, OH, (CH2 ) C (O) CH3, CH2S02NH2, C02CH3, CONHCH3, CON(CH3)2, 
CH2C(0)NHCH3, CH2C (O) N (CH3 ) 2 , CONH2, C(CH3)2(SH), C ( CH3 ) 2 ( SCH3 I , 
C (CH3)2 IS (0)CH3) , C (CH3) 2 IS (O) 2CH3) , alkyl, haloalkyl, alkenyl, alkynyl, 
aralkyl or cycloalkyl radicals, or the side chain of the amino acid 
asparagine, S-Me cysteine or the corresponding sulfoxide or sulfone 
derivs. thereof, leucine, isoleucine, allo-isoleucine, tert-leucine, 
phenylalanine, ornithine, alanine, norleucine, glutamine, valine, 
threonine, serine, o-alkyl serine, aspartic acid, B-cyanoalanine or 
allothreonine; or R30 and R32 together with the carbon atoms to which 

they 

are attached form a cycloalkyl radical; R2 - e.g., alkyl, aryl, 
cycloalkyl; R3, R33, R34 - e.g., H, alkyl, haloalkyl; R4 - e.g., alkyl, 
haloalkyl, alkenyl; R6 - H, alkyl; are effective as retroviral protease 
inhibitors, and in particular as inhibitors of HIV protease. Thus, e.g., 
butanediamide II was prepd. by coupling of benzyl (R) -2,2,3- 
trimethylauccinate (prepn. given) with 2 (R) -hydroxy-3- ( ( 3- 
methylbutyl ) (phenylsulf onyl ) amino) -1 (S) - (phenylmethyl > propylamine (prepn . 
given) followed by benzyl ester hydrogenolysis and amidation, and 
exhibited IC50 » 2 nM for inhibition of HIV protease. 
IT 157445-94-BP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(N-[ (succinoylamino)hydroxypropyljsulfonamides useful as retroviral 
protease inhibitors) 
RN 157445-94-B CAPLUS 
CN carbamic acid, 

I (IS, 2R) -2-hydroxy-3-l (3-methylbutyl) (methylsulfonyl ) amino) - 

l-(phenylmethyl)propyl)-, phenylmethyl ester (9CI) (CA INDEX name ) 

Absolute stereochemistry. 

/ Structure 29 in file .gra / 
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20000509 
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AU 
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Al 
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Al 
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LU, 


NL, PT, SB 
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PRIORITY APPLN. 


INFO. : 










US 1993-110911 




A 19930824 



US 1994-204827 



A 19940302 



US 1992-934984 



B2 19920825 



WO 1993-US7814 A2 19930824 

US 1994-204872 B2 19940302 

WO 1994-US9139 W 19940823 



OTHER SOURCE (S): MAR PAT 123:279761 

AB Hyroxethylamino sulfonamide compds. AC ( : Y) NR6CHR2CHOHCH2NR3S ( :0) XR4 [I: 
R2«(substituted)alkyl, aryl, cycloalkyl, cycloalkylalkyl, aralkyl; R3-H; 
R3,R4-R2, alkenyl, alkynyl, heterocycloalkyl, -aryl, -aralkyl, 
-cycloalkyalkyl; R6-H, alkyl; x-1,2; Y-O, S; A»R0, R; R=alkyl, alkenyl; 
(hetero)aryl, cycloalkyl, cycloalkylalkyl, aralkyl, NH2, mono- or 
disubstituted amino, etc.] are effective as retroviral protease 
inhibitors, and in particular as inhibitors of HIV protease. Many 
inhibitors were prepared by (1} preparing an N-protected amino epoxide 

and (2) 

reacting this with an amine and (3) preparing a sulfonamide by reacting 

with 

a sulfonyl chloride or sulfonyl anhydride in the presence of an acid 
scavenger. The amino function of the sulfonamide was then (4) 
deprotected 
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and (5) reacted with a carboxylate. In vitro HIV protease assays with 

these compds. revealed inhibitors with lC50's as low as 1.4 nM, e.g. 

[1S-[1RMS«),2S*])-I (A«p-MeOC6H4CH20CONHCH2CHMe; Y«*0; R6*H; R2»benzyl; 

R3=3-methylbutyl; x-2; R4«phenyl). 
IT 15744S-94-8P 159003-89-7P 13900S-9S-6P 

15900S-97-7P 159006-07-2P 161721-81-9P 

169280-96-0P 169280-97-1P 169280-98-2P 

1692B0-99-3P 1692S1-00-9P 169436-99-1P 

169437-00-7P 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified); SPN (Synthetic preparation); BIOL (Biological 
study); PREP (Preparation) 

(hydroxyethylaraino sulfonamides useful as retroviral protease 
inhibitors) 
RN 157445-94-8 CAPLUS 
CN Carbamic acid, 

( (IS, 2R) -2-hydroxy-3-( (3-methylbutyl) (methylsulfonyl ) amino) - 

l-(phenylmethyl)propyl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ structure 30 in file .gra / 

RN 159005-89-7 CAPLUS 
CN Butanediamide, 

Nl- [ ( IS, 2R) -2-hydroxy-3- { (3-methylbutyl) (methylsulfonyl) ami 

noj-l- (phenylmethyl) propyl} -2- [ (2-quinolinylcarbonyl ) amino) -, (2S) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 31 in file .gra / 

RN 159005-96-6 CAPLUS 
CN Carbamic acid, 

[ (13,2R}-2-hydroxy-3-t (3-methylbutyl) (propylsul fonyl > amino) - 

1- (phenylmethyl )propyl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 32 in file .gra / 

RN 159005-97-7 CAPLUS 
CN Carbamic acid, 

( (IS, 2S) -2-hydroxy-3- I (3-methylbutyl) (methylsulfonyl) amino)- 

1- (phenylmethyl) propyl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 33 in file .gra / 

RN 159006-07-2 CAPLUS 

CN L-Valinamide, N, N-dimethylglycyl-N- { ( IS, 2R) -2-hydroxy-3- I (3- 

methylbutyl) (methylsulfonyl) amino) -1- (phenylmethyl) propyl ) -3-methyl- 

(9CI> 

(CA INDEX NAME) 
Absolute stereochemistry. 
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/ Structure 34 in file .gra / 

RN 161721-81-9 CAPLUS 
CN Carbamic acid, 

( (lS,2R)-2-hydroxy-3-[ (3-methylbutyl) | (phenylmethyl) sul tony 

l}amino)-l- (phenylmethyl ) propyl ) -, phenylmethyl ester (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 

/ Structure 35 in file .gra / 

RN 169280-96-0 CAPLUS 
CN Carbamic acid, 

I (lS,2R)-2-hydroxy-3-( (3-methylbutyl) [ (trifluoromethyl) sulf 

onyl)aminol-l-(phenylmethyl)propyl)-, phenylmethyl ester (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 

/ Structure 36 in file .gra / 

RN 169280-97-1 CAPLUS 
CN Carbamic acid, 

I (IS, 2R)-2-hydroxy-3-{ (2-methylpropyl) (methylsulfonyl ) amino 

]-l-(phenylmethyl)propyl]-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 37 in file .gra / 

RN 169280-98-2 CAPLUS 
CN Carbamic acid, 

I (IS, 2R)-3-[ ( (chloromethyl)sulfonyl) ( 3-methylbutyl) amino) -2- 

hydroxy-1- (phenylmethyl)propyl] -, phenylmethyl ester (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 

/ Structure 38 in file .gra / 

RN 169280-99-3 CAPLUS 

CN Carbamic acid, { ( IS, 2R ) -2 -hydroxy- 3- ( (2-methylpropyl ) { ( 2- 

phenylethenyl) sul fonyl) amino) -1- (phenylmethyl ) propyl ) -, phenylmethyl 

ester 

(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 

/ structure 39 in file .gra / 

RN 169281-00-9 CAPLUS 

CN Carbamic acid, [( IS, 2R> -3- [ (ethenylsulf onyl ) (2-methylpropyl) amino) -2- 
hydroxy-1- (phenylmethyl) propyl)-, phenylmethyl ester <9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 

/ Structure 40 in file .gra / 
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RN 169436-99-1 CAPLUS 

CN 2-Thia-3, 7, 10- triazaundecan-1 1-oic acid, 
9- (1, l-dimethylethyl)-5-hydroxy-3- 

(3-methylbutyl)-8-oxo-6- (phenylmethyl)-, phenylmethyl ester, 2,2-dioxide 

(9CI) (CA INDEX NAME) 



/ structure 41 in file .gra / 
RN 169437-00-7 CAPLUS 

CN valinamide, N, N-dimethylglycyl-N- ( 2-hydroxy-3- [( 3- 

methylbutyl) (methylsulfonyl ) amino J -1- (phenylmethyl ) propyl ) -3-methyl- 

(9CI) 

(CA INDEX NAME) 
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/ Structure 46 in file .gra / 

RN 159006-09-4 CAPLUS 

CN Butanamide, 2-amino-N- ( ( IS, 2R) -2-hydroxy-3- 1(3- 

methylbutyl) (methylsul fonyl ) amino) -1- (phenylmethyl ) propyl) -3, 3-dimethyl-, 
(2S)- (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 

/ Structure 47 in file .gra / 



/ Structure 42 in file .gra / 

IT 159005-90-OP 1S9006-04-9P 159006-05-QP 
139006-08-3P 159006-09-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(hydroxyethylamino sulfonamides useful as retroviral protease 
inhibitors) 
RN 159005-90-0 CAPLUS 

CN 2-Thia-3,7, 10-triazaundecan-ll-oic acid, 
9- (2-amino-2-oxoethyl)-5-hydroxy- 

3- (3-methylbutyl) -e-oxo-6- (phenylmethyl) phenylmethyl ester, 

2,2-dioxide, (SR, 63,93)- <9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 43 in file .gra / 

RN 159006-04-9 CAPLUS 

CN Methanesulfonamide, N- [ (2R, 3S ) -3-amino-2- hydroxy- 4 -phenyl butyl ) -N- (3- 
methylbutyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 44 in file .gra / 

RN 159006-05-0 CAPLUS 

CN Butanediamide, 2-amino-Nl-l ( IS, 2R) -2-hydroxy-3- ( (3- 

methylbutyl) (methylsulfonyl ) amino) -1- (phenylmethyl Jpropyl ) (23)- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 

/ structure 45 in file .gra / 

RN 159006-08-3 CAPLUS 

CN 2-Thia-3, 7, 10-triazaundecan-ll-oic acid, 
9- (1, l-diraethylethyl)-5-hydroxy-3- 

(3-methylbutyl) -e-oxo-6- (phenylmethyl)-, phenylmethyl ester, 2,2-dioxide, 

(5R,6S,9S)- (9CI> (CA INDEX NAME) 



Absolute stereochemistry. 
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/ Structure 49 in file .gra / 
RN 162539-63-1 CAPLUS 

CN ll-Thia-2,6, 10-triazatridecanoic acid, 4 , 8-dihydroxy-12, 12-dimethyl-3, 9- 
bis (phenylmethyl)-, 1, 1-dimethylethyl ester, 11, 1 1-dioxide, 
(3S-(3R*,4S*,6S*,9R*) ]- {9CI ) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 50 in file .gra / 

IT 162536-67-0P 162536-89-1P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of dipnenyl-substituted amino ales, as protease 
inhibitors) 

RN 162536-67-0 CAPLUS 

CN ll-Thia-2, 6, 10-triazatetradecanoic acid, 

4, e-dihydroxy-13, 13-dimethyl-3, 9- 

bis (phenylmethyl ) -6- [ {2- (trimethylsilyl ) ethoxy) carbonyl ) 

1, 1-dimethylethyl ester, 11, U-dioxide, {3S- ( 3R* , 45* , 8S* , 9R» ) ] - (9CI) 

(CA 

INDEX NAME) 
Absolute stereochemistry. 
/ Structure 51 in file .gra / 



OTHER SOURCE(S): MARPAT 122:290438 

GI 



/ Structure 48 in file .gra / 



AB Novel amino ales. [I; R, Rl =» protecting group, substituent; R2 • H, 
substituentj , useful in inhibiting retroviral protease, particularly 
useful in the treatment and/or prevention of HIV infection (AIDS), are 
prepared A mixture of 2:1 Il/PhCH2NH2 was heated at 105-108* under Ar 
to give 56* III, which was refluxed over 20* Pd(OH)2/C in 

BtOH-cyclohexene 

to give 69* I (R - Rl - Boc, R2 * H) , which showed 100* inhibition of HIV 
protease at 10 nM and IC50 of 0.09 mM against HIV CEM cells. 

IT 162539-61-9P 162539-63-1P 

RL: BAC (Biological activity or effector, except adverse); BSU 

(Biological 

study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of diphenyl-substituted amino ales, as protease 
inhibitors) 

RN 162539-61-9 CAPLUS 

CN ll-Thia-2, 6, 10-triazatetradecanoic acid, 
4, 8-dihydroxy-13, 13-dimethyl-3, 9- 

bis (phenylmethyl)-, 1, 1-dimethylethyl eater, 11, U-dioxide, 

[3S-(3R\4S*, 8S*,9RM )- (9CI) (CA INDEX NAME) 



RN 162536-88-1 CAPLUS 

CN ll-Thia-2, 6, 10-triazatridecanoic acid, 4, 8-dihydroxy-12, 12-dimethyl-3, 9- 
bis (phenylmethyl) -6-1 (2- (trimethylsilyl) ethoxy] carbonyl)-, 
1, 1-dimethylethyl ester, 11, U-dioxide, (3S- <3R* , 4S*, BS*, 9R* ) ) - (9CI) 

(CA 

INDEX NAME) 
Absolute stereochemistry. 
/ Structure 52 in file .gra / 



Absolute stereochemistry. 
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1995:480162 CAPLUS 
122:216429 

Compositions containing f luoroaliphatic 
radical-containing aminoalcohols and thermoplastic 
synthetic organic polymers and shaped articles, 

and films therefrom 
Buckanin, Richard S. 

Minnesota Mining and Manufacturing Co., USA 

Eur. Pat. Appl., 19 pp. 

CODEN: EPXXDW 

Patent 

English 

1 
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PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


EP 599023 


A2 


19940601 


EP 1993-115816 


19930930 


EP 599023 


A3 


19941123 






EP 599023 


Bl 


20000616 






R: DE, FR, GB, 


IT 








US 5360778 


A 


19950110 


US 1992-954336 


19920930 


JP 06200073 


A2 


19940719 


JP 1993-209466 


19930824 


PRIORITY APPLN. INFO. : 






US 1992-954336 


A 19920930 



OTHER SOURCE(S): MARPAT 122:216429 

AB Title composition comprises a thermoplastic synthetic org polymer and a 
fluoroaliph. radical-containing aminoalc. containing a secondary 

aliphatic hydroxyl 

group and a primary, secondary, or tertiary aliphatic amino group 

wherein the 

amino group and the hydroxyl group are each bonded to a different 
aliphatic 

fully saturated C atoms which are bonded to each other in a hydrocarbon 

chain 

wherein the hydroxyl group is located on the hydrocarbon chain proximal 

to 

the fluoroaliph. moiety and the amino group is located on the hydrocarbon 
chain distal to the fluoroaliph. moiety. Films, microfibers, carpet 
yarns, and processes for manufacture of fluoroaliph. radical-containing 
aminoalcs. 

and of oxazolidones from them were also claimed. The fluorochems. impart 
oil and water repellency to the surfaces of shaped articles, e.g. fibers. 
c8F17S02NMeCH2CH(0H)CH2NHC18H37 was prepared, blended with polypropylene, 
extruded into fibers, and knitted into socks to give, at 1158 ppm F, a 
water repellency rating and oil repellency rating significantly better 
when compared to a control which did contained a fluoroaliph. urethane 
derivative 
IT 162166-74-7P 

RL: IMF (Industrial manufacture); MOA (Modifier or additive use); PREP 
(Preparation); USES (Uses) 

(oilproofing and waterproofing finishes for fibers) 
RN 162166-74-7 CAPLUS 

CN 1-Octanesulfonamide, 1, 1, 2, 2, 3, 3, 4, 4, 5, 5, 6. 6, 7, 7, 8, 8, 8-heptadecaf luoro-N- 
|2-hydroxy-3- (phenylamino) propyl ]-N-methyl- (9CI) (CA INDEX NAME) 



/ Structure 53 in file .gra / 
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1995:451714 CAPLUS 
122:240448 

Preparation of anti retrovi ral peptide hydrazine 
derivatives. 

Faesaler, Alexander; Bold, Guido; Lang, Marc; 
Shripad 

Ciba-Geigy A.-G., Switz. 

Eur. Pat. Appl., 110 pp. 

CODEN: EPXXDW 

Patent 

German 
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KIND DATE 
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RN 149268-11-1 CAPLUS 

CN Methanesul fonamide, N- [ ( IS , 2s ) - 2 -hydroxy- 1 - (phenylmethyl ) -3- ( 1- 

(phenylmethyl)hydrazinojpropyl]-, dihydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 55 in file .gra / 

RN 149268-12-2 CAPLUS 

CN Hydrazinecarboxylic acid, 

2- { (2S, 3S) -2-hydroxy-3- I (methylsulf onyl ) amino) -4- 

phenylbutyl] -2- (phenylmethyl)-, 1, 1-dimethylethyl ester (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. 

/ Structure 56 in file .gra / 



OTHER SOURCE(S): MAR PAT 122:240448 

AB R1R2NCR3R4CR5R6CH2NR7NR8R9 [Rl, R9 - H, acyl (substituted) alkyl, sulfo, 
alkylsulfonyl, arylsulfonyl, heterocyclylsul f onyl; SI of Rl, R9 « 
H; R2, R8 - H, (substituted) alkyl; R3, R4 «= H, (substituted) alkyl, 
cycloalkyl, aryl; R5 = acyloxy; R6 » H; R7 » (substituted) alkyl, 
cycloalkyl, aryl; with addnl. provisos), were prepared Thus, 
l-(2(S)-acetoxy-3 (S) - (N- (2-methoxyethoxycarbonyl) valyl] amino-4- 

phenylbutyl)-l-{cyclohexylmethylJ-2-[N-(2-methoxyethoxycarbonyl)valyl]hydr 

azine was prepared via coupling of N- (2-methoxyethoxycarbonyl) valine with 
3 (S) -amino-4-phenyl-l- (N-cyclohexylmethylhydrazino) butan-2 (s ) -ol 
hydrochloride in DMF using BOP/HOBT/NMM. Title compds. inhibited HIV-1 
and HIV-2 gag protease at 10-6-10-9 M. 

IT 149267-50-5F 14926B-11-1P 149268-12-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of, as intermediate for HIV gag protease inhibitor) 

RN 149267-50-5 CAPLUS 

CN L-Valine, N- (phenylacetyl) -, 2- [ (2S, 3S) -2-hydroxy-3- 

( (methylsulfonyl)amino]-4-phenylbutyl)-2- (phenylmethyl > hydrazide (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 43 OF 54 CAPLUS COPYRIGHT 2006 ACS on STN 
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DOCUMENT NUMBER: 122:204547 

TITLE: Inhibitors of HIV-1 Protease Containing the Novel and 

Potent (R)-(Hydroxyethyl) sulfonamide Isostere 

AUTHOR(S): Vazquez, Michael L. ; Bryant, Martin L . ; Clare, 

Michael; DeCrescenzo, Gary A.; Doherty, Elizabeth M. ; 
Freskos, John N. ; Getman, Daniel P.; Houseman, 

Kathryn 

A.; Julien, Janet A.; et al . 
CORPORATE SOURCE: Searle Discovery Research, Skokie, IL, 60077, USA 

SOURCE: Journal of Medicinal Chemistry (1995), 38(4), 581-4 

CODEN: JMCMAR; ISSN: 0022-2 623 
PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE: English 
OTHER SOURCE(S): CAS REACT 122:204547 

AB The authors have prepared and tested a series of novel and highly potent 
HIV-1 protease inhibitors based on the (R) - (hydroxyethyl ) sul fonamide 
isostere. The isotere exhibits enhanced potency relative to the 
previously reported (hydroxyethyl ) urea isotere. The preferred 

stereochem. 

for the critical hydroxyl group is R. X-ray crystallog. studies show 

that 

these inhibitors bind to the protease in an extended fashion with one of 
the sulfonamide oxygens forming a hydrogen bond to the key structural 
water nol. Some of the compds. showed excellent antiviral activity in 
vitro. 
IT 156003-80-0 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified); PRP (Properties); BIOL (Biological study) 
(inhibitors of HIV- I proteose containing novel and potent 
(R) - (hydroxyethyl) sul fonamide isostere in relation to antiviral 
activity) 
RN 159005-90-0 CAPLUS 

CN 2-Thia-3, 7, 10-triazaundecan- 11-oic acid, 
9- (2-amino-2-oxoethyl)-5-hydroxy- 

3- (3-methylbutyl)-8-oxo-6- (phenylmethyl)-, phenylmethyl ester, 

2,2-dioxide, (5R,6S,9S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 57 in file .gra / 

IT 157445-94-8F 161721-79-5P 16172I-91-9P 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified); PRP (Properties); SPN (Synthetic preparation); BIOL 
(Biological study); PREP (Preparation) 

(inhibitors of HIV-1 protease containing novel and potent 
(R ) - (hydroxyethyl ) sul fonamide isostere in relation to antiviral 
activity) 
RN 157445-94-8 CAPLUS 
CN Carbaraic acid, 

[ (lS,2R)-2-hydroxy-3-l (3-methylbutyl) (methylsulf onyl) amino) - 

l-(phenylmethyl)propyl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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(Continued) 



RN 161721-79-5 CAPLUS 

CN carbamic acid, [3-( (ethylsulf onyl) (3-methylbutyl) amino) -2-hydroxy-l- 

(phenylmethyl) propyl)-, phenylmethyl ester, [R-(R*,S*))- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 

/ structure 59 in file .gra / 

RN 161721-81-9 CAPLUS 
CN Carbamic acid, 

( (IS, 2R)-2-hydroxy-3- [ (3-methylbutyl) ( (phenylmethyl ) sulfony 

l)amino)-l-(phenylmethyl)propyl)-, phenylmethyl ester (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 

/ Structure 60 in file .gra / 

IT 159005-89-7? 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified); PRP (Properties); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(inhibitors of HIV-1 protease containing novel and potent 

(R ) - (hydroxyethyl ) sul fonamide isostere in relation to antiviral 

activity) 

RN 159005-89-7 CAPLUS 

CN Butanediamide, 

Nl-l (lS,2R)-2-hydroxy-3-( (3-methylbutyl) (methylsul fonyl ) ami 

no) -1- (phenylmethyl ) propyl) -2- { (2-quinolinylcarbonyl ) amino) -, (2S) - ( 9CI ) 
(CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 61 in file .gra / 



/ Structure 58 in file .gra / 
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1995:293723 CAPLUS 
122:61141 

Preparation of heterocyclylaryloulfonami.de inhibitors 
of HIV-aspartyl protease 

Tung, Roger D.; Murcko, Mark A.; Bhisetti, Govinda 

Vertex Pharmaceuticals Inc., USA 

PCT Int. Appl., 291 pp. 

CODEN: PIXXD2 

Patent 

English 

5 



KIND DATE 



APPLICATION NO. 



WO 


9405639 






Al 




19940317 




WO 1993- 


US6458 




19930907 




W: AT, 


AU, 


BB, 
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BR, 
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rx. 


GB, HU, JP, 




KP, 


KR, 


KZ, 


LK, 


LU, 


LV, MG, 
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20000221 
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ES 
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RU 
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CI 
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US 


1992-941982 


A2 19920908 



COPYRIGHT 2006 ACS on STN 

EP 1993-921426 



WO 1993-US8458 



(Continued) 

A3 19930907 



OTHER SOURCE (S) : 
GI 



MARPAT 122:81141 



/ Structure 62 in file .gra / 



CO, 



Title compds. A ( B) XNHCH (D) CH (OH) CH2N (D ' ) S02E (A = H, Het, Rl-Het, 
(substituted) Rl-Cl-6 alkyl, (substituted) R1-C2-6 alkenyl wherein Rl 



S02, COCO, 02C, etc., Het = C5-7 cycloalkyl, C5-7 cycloalkenyl, C6-10 
aryl, (substituted) 5-7-raembered heterocyclyl; R2 = H, (Ar) -Cl-3 alkyl; B 
■ NR2CR3CO, null wherein R3 ■ H, (substituted) Het or Cl-6 alkyl or C2-6 
alkenyl or C3-6 cycloalkyl or C5-6 cycloalkenyl; x - 0,1; D, D' « Ar, 
(substituted) Cl-4 alkyl wherein Ar = Ph, (substituted) 3-6-membered 
carbocyclyl or 5-6-membered heterocyclyl; E - Het-O, Het-Het, 
(substituted) Cl-6 alkyl or C2-6 alkenyl, C3-6 carbocyclyl) useful also 
against viral infection of HIV-2, HIV-2, or HTLV, are prepared 
4,3-{AcNH)FC6H3S02Cl and syn-I (A - quinolin-2-ylcarbonyl, D ' =• Me2CHCH2) 
(preparation given) in CH2C12 was treated with F3CC02H followed by 
NaHC03 and 

4-FC6H4S02C1 to give the title compound II which inhibited HIV-1 protease 

with IC50 of <0.1 nM. 
IT 160230-12-6P 160231-88-9? 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of as HIV-1 protease inhibitor) 
RN 160230-12-6 CAPLUS 
CN Butanediamide, 

Nl-[ (lS,2R)-2-hydroxy-3-( (methylsul fonyl) (phenylmethyl ) amin 

o]-l- (phenylmethyl) propyl] -2- | (2-quinolinylcarbonyl) amino)-, (23)- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 63 in file .gra / 

RN 160231-88-9 CAPLUS 

CN 2-Thia-3, 7, 10-triazaundecan-ll-oic acid, 
5-hydroxy-9- { ( IS) -1-methylpropyl ) - 

e-oxo-l-phenyl-3, 6-bis (phenylmethyl)-, phenylmethyl ester, 2, 2 -dioxide, 

<5R,6S,9S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 64 in file .gra / 
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/ Structure 65 in file .gra / 



AB Title compds. { I and II; R » H, alkoxycarbonyl, aralkoxycarbonyl, 
alkylcarbonyl, cycloalkylcarbonyl, heterocyclylcarbonyl , 
heteroaryloxyalkyl, hydroxyalkyl, aryl, alkyl, alkenyl, alkynyl, 
substituted aminocarbonyl , etc.; R" • H, R3, R"S02; RR'N » heterocyclyl, 
heteroaryl; Rl - H, CH2S02NH2, CH2C02Me, C02Me, CONH2, CMe2SH, alkyl, 
haloalkyl, alkenyl, alkynyl, cycloalkyl, amino acid aide chains, etc.; 
Rl', Rl'* - H, Rl; 1 of Rl', Rl"' together with Rl form a cycloalkyl 
radical; R2 - (aubstituted) alkyl, aryl, cycloalkyl, cycloalkylalkyl , 
aralkyl; R3 - H, alkyl, haloalkyl, alkenyl, alkynyl, hydroxyalkyl, 
alkoxyalkyl, cycloalkyl, heterocycloalkyl, heteroaryl, aryl, aralkyl, 
heteroaralkyl, (substituted) aminoalkyl, etc.; R4 R3, except H; R6 » H, 
alkyl; x » 0-2; t - 0, 1; Y - O, S, imino] , were prepared Thus, title 
compound (III, aolution phase preparation given) inhibited HIV protease 

with IC50 - 
16 nM. 

IT 157445-B4-8P 159005-89-7P 159005-90-OP 
159005-96-6P 1S900S-97-7P 159Q06-07-2P 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclaasif led) ; SPN (Synthetic preparation); BIOL (Biological 
study); PREP (Preparation) 

(preparation of, as HIV protease inhibitor) 
RN 157445-94-8 CAPLUS 
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CN Carbamic acid, 

[ (ls,2R)-2-hydroxy-3-[ (3-methylbutyl) (raethylsulf onyl ) amino} - 

l-(phenylmethyl)propyl)-, phenylmethyl eater (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 66 in file .gra / 

RN 159005-89-7 CAPLUS 
CN Butanediamide, 

Nl- [ ( IS, 2R) -2-hydroxy-3- [ (3-methylbutyl) (methylsul f onyl ) ami 

no]-l-(phenylmethyl)propyl)-2-( <2-quinolinylcarbonyl)amino)-, <2S)- (9CI> 
(CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 67 in file .gra / 

RN 159005-90-0 CAPLUS 

CN 2-Thia-3, 7, 10-triazaundecan-ll-oic acid, 
9- (2-amino-2-oxoethyl } -5-hydroxy- 

3- < 3-methylbutyl )-6-oxo-6- (phenylmethyl)-, phenylmethyl ester, 

2,2-dioxide, (5R,6S,9S>- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 68 in file .gra / 

RN 159005-96-6 CAPLUS 
CN Carbamic acid, 

I <ls,2R)-2-hydroxy-3-l (3-methylbutyl) (propylsulf onyl ) amino) - 

1- (phenylmethyl) propyl}-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ structure 69 in file .gra / 

RN 159005-97-7 CAPLUS 
CN Carbamic acid, 

( (IS, 2S) -2-hydroxy-3- ( (3-methylbutyl) (methylsul f onyl) amino) - 

l-(phenylmethyl)propyl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 70 in file .gra / 

RN 159006-07-2 CAPLUS 

CN L-Valinamide, N, N-dimethylglycyl-N- { ( IS, 2R) -2-hydroxy-3- 1 ( 3- 

methylbutyl) (methylsulf onyl) amino) -1- (phenylmethyl ) propyl) -3-methyl- 

(9CI) 

(CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 71 in file .gra / 

IT I59003-90-OP 159006-04-9F 159006-05-OP 
159006-00-3P 159006-09-49 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as intermediate for HIV protease inhibitor) 
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RN 159005-90-0 CAPLUS 

CN 2-Thia-3, 7, 10-triazaundecan-ll-oic acid, 

9- (2-amino-2-oxoethyl ) ^-hydroxy- 
s' (3-methylbutyl) -8-oxo-6- (phenylmethyl) -, phenylmethyl ester, 
2,2-dioxide, (SR,6S,9S)~ (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 72 in file .gra / 

RN 159006-04-9 CAPLUS 

CN Methanesulfonamide, N-( (2R, 3S) -3-amino-2-hydroxy-4-phenylbutyl ) -N- ( 3- 
methylbutyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 73 in file .gra / 

RN 159006-05-0 CAPLUS 

CN Butanediamide, 2-amino-Nl- [ ( IS, 2R) -2 -hydroxy- 3- ( ( 3- 

methylbutyl) (raethylsulf onyl) amino] -1- (phenylmethyl ) propyl ) -, (2S)- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 74 in file .gra / 

RN 159006-08-3 CAPLUS 

CN 2-Thia-3, 7, 1 0- tria zaundecan- 1 1-oic acid, 
9- ( 1, 1-dimethylethyl ) -5-hydroxy-3- 

< 3-methylbutyl )-8-oxo-6- (phenylmethyl)-, phenylmethyl ester, 2,2-dioxide, 

(5R,6S,9S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ structure 75 in file .gra / 

RN 159006-09-4 CAPLUS 

CN Butanamide, 2-amino-N- f ( IS, 2R) -2-hydroxy-3- [( 3- 

methylbutyl) (methylsulf onyl ) amino) -1- (phenylmethyl) propyl] -3, 3-dimethyl-, 
(2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

/ Structure 76 in file .gra / 
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